(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 



(19) World Intellectual Property 
Organization 
International Bureau 




(43) International Publication Date 
11 August 2005 (11.08.2005) PCT 




(10) International Publication Number 

wo 2005/073205 Al 



(51) International Patent Classification^: C07D 295/08, 

209/46, 307/83, 209/48, 311/78, 409/04, 333/64, 295/18, 
A61K 31/4453, 31/4035, 31/343, 31/381, 31/5375, A61P 
5/32 

(21) International Application Number: 

PCT/US2005/000021 

(22) International Filing Date: 18 January 2005 (18.01.2005) 

(25) Filing Language: English 

(26) Publication Language: English 

(30) Priority Data: 

60/538,441 22 January 2004 (22.01.2004) US 

60/582,945 25 June 2004 (25.06.2004) US 

(71) Applicant (for all designated States except US): ELI 
LILLY AND COMPANY [US/US]; Lilly Corporate 
Center, Indianapolis, Indiana 46285 (US). 

(72) Inventors; and 

(75) Inventors/Applicants (for US only): DALLY, Robert, 



Dean [US/US]; 9656 Loganberry Lane, Indianapolis, 
Indiana 46256 (US). DODGE, Jeffrey, Alan [US/US]; 
7110 Lantern Road, Indianapolis, Indiana 46256 (US). 
HUMMEL, Conrad, Wilson [US/US]; 1211 Kennedy 
Avenue, Louisville, Colorado 80027 (US). JONES, Scott, 
Alan [US/US]; 922 Southwood Drive, Indianapolis, Indi- 
ana 46227 (US). SHEPHERD, Timothy, Alan [US/US]; 
8705 County Woods Court, Indianapolis, Indiana 46217 
(US). WALLACE, Owen, Brendan [US/US]; 4341 Chase 
Circle, Zionsville, Indiana 46077 (US). WEBER, Wayne, 
Woodrow, n [US/US]; 10592 North Madison Brooks 
Drive, Fortville, Indiana 46040 (US). 

(74) Agents: VOY, Gilbert T. et al.; ELI LILLY AND COM- 
PANY, P. O. Box 6288, Indianapolis, Indiana 46206-6288 

(US). 

(81) Designated States (unless otherwise indicated, for every 
kind of national protection available)': AE, AG, AL, AM, 
AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, CN, 
CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI, 
GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE, 
KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV, MA, MD, 
MG, MK, MN, MW, MX, MZ, NA, NI, NO, NZ, OM, PG, 

[ Continued on next page] 





(57) Abstract: The present invention relates to a selective estrogen receptor modulators of formula I (I); or a pharmaceutical acid 
addition salt thereof; and of formula IE (II); or a pharmaceutical salt thereof; useful, e.g., for treating endometriosis and/or uterine 
leiomyoma/leiomyomata. 



wo 2005/073205 Al 1 11 111 II 11 ill III 11 II 1 11 III illlH 



PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SY, TJ, TM, 
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, 
ZW. 

(84) Designated States unless otherwise indicated, for every 
kind of regional protection available)'. ARIPO (BW, GH, 
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, 
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), 
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, 
FR, GB, GR, HU, IE, IS, IT, LT, LU, MC, NL, PL, PT, RO, 
SE, SI, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, 
GQ, GW, ML, MR, NE, SN, TD, TG). 

Declarations under Rule 4.17: 

— as to applicant's entitlement to apply for and he granted 
a patent {Rule 4. 17 {ii)) for the following designations AE, 
AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, 
CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, 
EG, ES, EI, GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, 
JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV, MA, 
MD, MG, MK, MN, MW, MX, MZ, NA, NI, NO, NZ, OM, 
PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SM, SY, 
TJ, TM, TN, TR, TT, TZ, UA, UG, UZ, VC, VN, YU, ZA, 
ZM, ZW, ARIPO patent (BW, GH, GM, KE, LS, MW, MZ, 
NA, SD, SL, SZ, TZ, UG, ZM, ZW), Eurasian patent (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), European patent (AT, 
BE, BG, CH, CY, CZ, DE, DK, EE, ES, EI, FR, GB, GR, 
HU, IE, IS, IT, LT, LU, MC, NL, PL, PT, RO, SE, SI, SK, 
TR), OAPI patent (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, 
GW, ML, MR, NE, SN, TD, TG) 

— as to the applicant's entitlement to claim the priority of the 
earlier application ( Rule 4. 1 7( Hi)) for the following desig- 
nations AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BW, 
BY, BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, DZ, 
EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, HR, HU, ID, 
IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, 



LV, MA, MD, MG, MK, MN, MW, MX, MZ, NA, NI, NO, NZ, 
OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SM, 
SY, TJ, TM, TN, TR, TT, TZ, UA, UG, UZ, VC, VN, YU, ZA, 
ZM, ZW, ARIPO patent (BW, GH, GM, KE, LS, MW, MZ, 
NA, SD, SL, SZ, TZ, UG, ZM, ZW), Eurasian patent (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), European patent (AT, 
BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, 
HU, IE, IS, IT, LT, LU, MC, NL, PL, PT, RO, SE, SI, SK, 
TR), OAPI patent (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, 
GW, ML, MR, NE, SN, TD, TG) 

— as to the applicant's entitlement to claim the priority of the 
earlier application (Rule 4.17( Hi)) for the following desig- 
nations AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BW, 
BY, BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, DZ, 
EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, HR, HU, ID, 
IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, 
LV, MA, MD, MG, MK, MN, MW, MX, MZ, NA, NI, NO, NZ, 
OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SM, 
SY, TJ, TM, TN, TR, TT, TZ, UA, UG, UZ, VC, VN, YU, ZA, 
ZM, ZW, ARIPO patent (BW, GH, GM, KE, LS, MW, MZ, 
NA, SD, SL, SZ, TZ, UG, ZM, ZW), Eurasian patent (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), European patent (AT, 
BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, 
HU, IE, IS, IT, LT, LU, MC, NL, PL, PT, RO, SE, SI, SK, 
TR), OAPI patent (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, 
GW, ML, MR, NE, SN, TD, TG) 

Published: 

— with international search report 

— before the expiration of the time limit for amending the 
claims and to be republished in the event of receipt of 
amendments 

For two-letter codes and other abbreviations, refer to the "Guid- 
ance Notes on Codes and Abbreviations" appearing at the begin- 
ning of each regular issue of the PCT Gazette. 



